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Claims 

1. A compound according to formula (II): 



R4 



R2 o y-^o^ 



wherein: 



wherein: 

Rl = R' , R'C(O) , R' C(S), R' S02 , R' 0C(0), R' NHC(O) 
R' = 



R" 



z- 



z- 

// 



W 

w 



X, 
R"' 




N' 



X, = O, S, NH, W, Y, Z = CH, N; 

R" = single or multiple ring substitution combinations taken from: 

H, Cl-7-alkyl, C3-6-cycloalkyl, OH, SH, amine, halogen; 

R2, R4 = H, Cl-7-alkyl, C3-7-cycloalkyl; 

R3 = Cl-7-alkyl, C3-7-cycloalkyl, Ar- Cl-7-alkyl; 

R5 = Cl-7-alkyl, halogen, Ar- Cl-7-alkyl, Cl-3-alkyl-CONR"'or R'"; 
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A = N, CH; 
B=N, O, S, CH; 

R^" = absent when B = O, S; or R^" = H, Cl-7-alkyl when B = N, CH; 
R^'" = 0,Cl-7-alkyl; 

R6 = H, Cl-7-alkyl, Ar- Cl-7-alkyl, Cl-3-alkyl-S02-R^ 

Cl-3-alkyl-C(0)-NHR'^ or CH2XAr; 

and pharmaceutically acceptable salts thereof, 

2. A compound according to claim 1 , wherein R2 and/or R4 are hydrogen. 

3. A compound according to claim 1, wherein Rl is R'C(O), 



Where R' 




4. A compound according to claim 3, wherein R' is fur-3-yl or thien-3-yl 



5. A compound according to claim 1, wherein R3 is n-butyl, t-butyl, 3-(2,2- 
dimethylpropyl), 4-(2-methylbutyl), 4-(3,3-dimethylbutyl), 4-(3,3-dimethyl-2- 
methylbutyl), 4-(3-methyl-2-methylbutyl) or 5-(2-methyl-3- methylpentyl). 
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6. A compound according to claim 5, wherein R3 is t-butyl, 3-(2,2- 
dimethylpropyl) or 4-(3,3-dimethyl-2-methylbutyl). 

7. A compound according to claim 1 , wherein R5 is CH3, C2H5, CHiAr, 
CH2CONH2, (CH2)2CONH2, 




CH3 



8. A compound according to claim 7, wherein R5 is CH3 or CH2CH3. 

9- A compoimd according to claim 1, wherein R5 has (S) stereochemistry. 

10. A compound according to claim 1, wherein R6 is H or CH2XAr. 

11. A compound according to claim 1 , wherein 



Rl = R'C(O) 



Where R' 




R2andR4 = H; 




R3 = n-butyl, t-butyl, 3-(2,2-dimethylpropyl), 4-(2-methylbutyl), 4-(33- 
dimethylbutyl), 4-(3,3-dimethyl-2-methylbutyl), 4-(3-methyl-2-methylbutyl), 5- 
(2-methyl-3- methylpentyl); 

R5 = CH3, C2H5, CH2Ar, CH2CONH2, (CH2)2CONH2, 




CH3 



R6 = H, CH2-X- Ar or a pharmaceutically acceptable salt thereof 



12. A compound which is selected from the group consisting of: 
Furan-3-carboxylic acid [3,3-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)butyl]amide, 

Furan-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofliran-3- 
ylcarbamoyl)butyl]amide, 

Furan-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydroftiran-3- 
ylcarbamoyl)-3 ,3-dimethylbutyl]amide, 

Furan-3-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tet^ahydrofuran-3- 
ylca^bamoyl]-3 ,3-dimethylbutyl } amide, 

Furan-3-carboxylic acid [3 ,3 -dimethyl- lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)butyl]amide, 

Furan-3-carboxylic acid [4-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

Furan-3-carboxylic acid [4-methyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl] amide, 

Furan-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-methylpentyl]amide, 

Furan-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -4-methylpentyl } amide. 
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Furan-3-carboxylic acid [4-methyl-lS-(4-oxo-2-pyrrolidin-l-ylmethyl-tetrahyclrofw 
3-ylcarbamoyl)pentyl]amide, 

Furan-3-carboxylic acid [33-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofliran-3S- 
ylcarbanioyl)pentyl]amide, 

Furan-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyi-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

Fiiran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydroftiran-3- 
ylcarbamoyl)-3 ,3 -dimethylpentyl] amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -3 ,3 -dimethylpentyl } amide, 

Furan-3-carboxyIic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin-l -ylmethyl- 
tetrahydrofuran-3 -y lcarbamoyl)penty 1] amide, 

Furan-3-carboxylic acid [3,3,4-trimethyl-l S-(2S-methyl-4-oxo-tetrahydroftiran-3S- 
y Icarbamoy l)pentyl] amide, 

Furan-3-carboxylic acid [3,3,4-trimethyl -lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

Fviran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3,4-trimethylpentyl]amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] - 3 ,3 ,4-trimethylpentyl } amide, 

Furan-3-carboxylic acid [3,3,4-trimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

Furan-3-carboxylic acid [3,4-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

Fiiran-3-carboxylic acid [3,4-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

Fviran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,4-dimethylpentyl]amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl] -3 ,4-dimethylpentyl } amide, 

Furan-3-carboxylic acid [3,4-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide. 



1718-0195P 




- 146 - 

Furan-3-carboxylic acid [4,5-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)hexyl] amide, 

Furan-3-carboxylic acid [4,5-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)hexyl]ainide, 

Fiiran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4,5-dimethylhexyl]amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimelhylaminoethyl)-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl] -4,5 -dimethy Ihexyl } amide, 

Furan-3-carboxylic acid [4,5-dimethyl-lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -y Icarbamoy l)hexyl] amide, 

Fiiran-3-carboxylic acid [3-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-3-phenylbutyI]amide, 

Furan-3-'Carboxylic acid [3-methyl- 1 S-(2-ethyi-4-oxo-tetrahydrofuran-3-ylcarbamoyl)- 
3-phenylbutyl]amide, 

Fiiran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3-methyl-3-phenylbutyl]amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3- * 
ylcarbamoyl] -3 -methyl-3-phenylbutyl } amide, 

Furan-3-carboxylic acid [3-methyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofiiran- 
3 -ylcarbamoyl)-3 -pheny Ibutyl] amide, 

Furaii-3-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Furan-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyi-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Furan-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethyl-4-phenylbutyl]amide, 

Furan-3-carboxyIic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl]-3,3-dimethyl-4-phenylbutyl}amide, 

Furan-3-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyiTolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)-4-phenylbutyl]amide, 

Furan-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofuran-3 S- 
ylcarbamoyl)-5-phenylpentyl]amide. 
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Furan-3-carboxylic acid [33-dimethyl-lS-(2-ethyl-4-oxo-tetrahy(irofuran-3- 
ylcarbamoyl)-5-phenylpentyl]amide, 

Furan-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethyl-5-phenylpentyl]amide, 

Furan-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -3 ,3 -dimethyl-5-phenylpentyl } amide, 

Furan-3-carboxylic acid [3 ,3 -dimethyl- lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)-5-phenylpentyl]amide5 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)buty I] amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)butyl]amide, 

Thiophene-3-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydroftiran-3- 
y lcarbamoyl)-3 ,3 -dimethy Ibuty 1] amide, 

Thiophene-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydroftiran-3- 
ylcarbamoyl] -3 ,3-dimethylbutyl } amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)butyl] amide, 

Thiophene-3-carboxylic acid [4-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
y lcarbamoyl)pentyl] amide, 

Thiophene-3-carboxylic acid [4-methyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

Thiophene-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofliran-3- 
ylcarbamoyl)-4-methylpentyl]amide, 

Thiophene-3-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tet^ahyd^ofu^an-3- 
y Icarbamoyl] -4-methylpentyl } amide, 

Thiophene-3-carboxylic acid [4-methyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl] amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 
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Thiophene-3-carboxylic acid [lS-(2-carbainoylmethyl-4-oxo-tetrahydrofuran-3- 
yIcarbamoyl)-3,3-dimethylpentyl]amide, 

Thiophene-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbainoyl]-3 ,3-dimethylpentyl } amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofviran-3-ylcarbamoyl)pentyl]amide, 

Thiophene-3-carboxylic acid [33,4-trimethyl-lS-(2S-methyl-4-oxo-tetrahydrofliran- 
3 S-ylcarbamoyl)pentyl] amide, 

Thiophene-3-carboxylic acid [3,3,4-trimethyl -lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoy l)penty 1] amide, 

Thiophene-3-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrof^lran-3- 
ylcarbamoyl)-3,3,4-trimethylpentyl]amide, 

Thiophene-3-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -3,3 ,4-trimethylpentyl } amide, 

Thiophene-3 -carboxylic acid [3 ,3 ,4-trimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

Thiophene-3 -carboxylic acid [3,4-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

Thiophene-3-carboxylic acid [3,4-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl] amide, 

Thiophene-3 -carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,4-dimethylpentyl]amide, 

Thiophene-3 -carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl] -3 ,4-dimethylpentyl } amide, 

Thiophene-3 -carboxylic acid [3 ,4-dimethyl- 1 S -(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofiiran-3-ylcarbamoyl)pentyl]amide, 

Thiophene-3-carboxylic acid [4,5-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)hexyl]amide, 

Thiophene-3 -carboxylic acid [4,5-dimethyl-l S-(2-ethy l-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)hexyl]amide, 

Thiophene-3 -carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4,5-dimethylhexyl]amide. 
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Thiophene-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl]-4,5-dimethylhexyl}amide, 

Thiophene-3-carboxylic acid [4,5-dimethyl-lS-(4-oxo-2-pyiTolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)hexyl] amide, 

Thiophene-3-carboxylic acid [3-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-3-phenylbutyl]amide, 

Thiophene-3-carboxylic acid [3 -methyl- lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3-phenylbutyl]amide, 

Thiophene-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoy l)-3 -methyl-3 -phenylbutyl] amide, 

Thiophene-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -3 -methyl-3 -phenylbutyl } amide, 

Thiophene-3-carboxylic acid [3 -methyl- lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofliran-3 -ylcarbamoyl)-3 -phenylbutyl] amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Thiophene-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofliran-3- 
ylcarbamoyl)-3,3-dimethyl-4-phenylbutyl]amide, 

Thiophene-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl]-3 ,3 -dimethyl-4-phenylbutyl } amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)-4-phenylbutyl]amide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofliran-3S- 
ylcarbamoyl)-5-phenylpentyl]aniide, 

Thiophene-3-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-5 -phenylpentyl] amide, 

Thiophene-3-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethyl-5-phenylpentyl]amide, 

Thiophene-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl] -3 ,3 -dimethyl-5 -phenylpentyl } amide. 
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Thiophene-3 -carboxylic acid [3 ,3 -dimethyl- 1 S -(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofiiran-3-ylcarbamoyl)-5-phenylpentyl]amide, 

2-Methylfiiran-3 -carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran- 
3 S-ylcarbamoyl)butyl]amide, 

2-Methylfuran-3 -carboxylic acid [3, 3 -dimethyl- lS-(2-ethyl-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl)butyl]amide, 

2-Methylfuran-3 -carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,3 -dimethylbutyl] amide, 

2-Methylfuran-3 -carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofiiran-3-ylcarbamoyl] -3 ,3 -dimethylbutyl } amide, 

2-Methylfuran-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)butyl]amide, 

2-Methylfuran-3 -carboxylic acid [4-methyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

2-Methylfuran-3 -carboxylic acid [4-methyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

2-Methylfuran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-methylpentyl]amide, 

2-Methylfuran-3 -carboxylic acid {lS-[2-(2-dimethylaniinoethyl)-4-oxo- 
tetrahydrofuran-3 -ylcarbamoyl] -4-methylpentyl } amide, 

2-Methylfuran-3 -carboxylic acid [4-methyl-l S-(4-oxo-2-pyrroUdin-l-ylmethyl- 
tetrahydrofiiran-3 -y Icarbamoy l)penty 1] amide, 

2-Methylfliran-3 -carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran- 
3 S-ylcarbamoyl)pentyl]amide, 

2-Methylfuran-3-carboxylic acid [3, 3 -dimethyl- lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

2-Methylfuran-3 -carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,3 -dimethylpentyl] amide, 

2-Methylfuran-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofuran-3 -ylcarbamoyl] -3 , 3 -dimethylpentyl } amide, 

2-Methylfuran-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)pentyl]amide. 
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2-Methylfiiran-3-carboxylic acid [3,3,4-triinethyl-lS-(2S-methyl-4-oxo- 
tetrahydrofiiran-3S-ylcarbamoyl)pentyl]ainide, 

2- MethylfLiran-3-carboxylic acid [3,3,4-trimethyl -1 S-(2-ethyl-4-oxo-tetrahydrofuran- 

3- ylcarbamoyl)pentyl]atnide, 

2-Methylfuran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3,4-trimethylpentyl]amide, 

2-Methylfuran-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofliran-3-ylcarbamoyl]- 353,4-trimethylpentyl}amide, 

2-Methylfuran-3-carboxylic acid [S^^^-trimethyl-l S-(4-oxo-2-pyr^olidin-l-ylmethyl- 
tet^ahyd^ofu^an-3 -ylcarbamoyl)pentyl] amide, 

2-MethylfLiran-3-carboxylic acid [3,4-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofiiran- 
3 S-ylcarbamoyl)pentyl] amide, 

2-Methylfuran-3-carboxylic acid [354-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl)pentyl]amide, 

2-Methylfuran-3-carboxylic acid [lS-(2-carbainoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,4-dimethylpentyl]amide, 

2-Methylfuran-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofiiran-3 -ylcarbamoy 1] -3 ,4-dimethy Ipentyl } amide, 

2-Methylfuran-3-carboxylic acid [3,4-dimethyl-l S-(4-oxo-2-pyrrolidin-l -ylmethyl- 
tetrahydrofuran-3 -'ylcarbamoyl)pentyl] amide, 

2-Methylfuran-3-carboxylic acid [4,5-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran- 
3 S-ylcarbamoyl)hexyl]amide, 

2-Methylfuran-3-carboxylic acid [4,5-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)hexyl]amide, 

2-Methylfuran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4,5-dimethylhexyl]amide, 

2-Methylftiran-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofuran-3 -ylcarbamoyl] -4,5 -dimethylhexy 1 } amide, 
, 2-Methylfiiran-3-carboxylic acid [4,5-dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)hexyl]amide, 

2-Methylfiiran-3-carboxylic acid [3-methyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-3 -phenyibutyljamide. 
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2-Methylfuran-3-carboxylic acid [3 -methyl- lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3-phenylbutyl]amide, 

2-Methylfuran-3-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 -methyl-3 -phenylbutyl] amide, 

2-Methylfuran-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofuran-3 -y Icarbamoyl] -3 -methyl-3 -phenylbutyl } amide, 
2-Methylfuran-3-carboxylic acid [3 -methyl- lS-(4-oxo-2-pyTTolidin-l-ylmethyl- 
tetrahydroftiran-3-ylcarbamoyl)-3-phenylbutyl]amide, 

2-Methylfiiran-3-carboxylic acid [3,3-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran- 
3 S-ylcarbamoyl)-4-phenylbutyl]amide, 

2-MethylfLiran-3-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoy l)-4-pheny Ibutyl] amide, 

2-Methylfiiran-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethyl-4-phenylbutyl]amide, 

2-Methylfuran-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofuran-3-ylcarbamoyl]-3,3-dimethyl-4-phenylbutyl}amide, 
2-Methylfuran-3 -carboxylic acid [3,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3 -ylcarbamoy l)-4-phenylbutyl] amide, 

2-Methylfuran-3 -carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran- 

3S-ylcarbamoyI)-5-phenylpentyl]amide, 

2-Methylfuran-3 -carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-5-phenylpentyl]amide, 

2-Methylfliran-3 -carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,3 -dimethyl-5-phenylpentyl] amide, 
2-Methylfuran-3-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo- 
tetrahydrofuran-3-ylcarbamoyl] -3 ,3 -dimethyl-5-phenylpentyl } amide, 
2-Methylfliran-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)-5-phenylpentyl]amide, 

l//-Pyrrole-3 -carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)butyl]amide, 

1 //-Pyrrole-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(2-ethyl-4-oxo-tetrahydrofuran-3 - 
ylcarbamoyl)butyl]amide, 
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l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethylbutyl]amide, 

l//-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaininoethyl)-4-oxo-tetrahydrofuran-3 
ylcarbamoyl]-3,3-dimethylbutyl}amide, 

l//-Pyrrole-3-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyrrolidin-l -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)butyl]amide, 

l//-Pyrrole-3-carboxylic acid [4-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3-carboxylic acid [4-methyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
y Icarbamoy l)pentyl] amide, 

l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-methylpentyl]amide, 

l//-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3 
ylcarbamoyl] -4-methy Ipentyl } amide, 

l//-Pyrrole-3-carboxylic acid [4-methy l-lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3-carboxylic acid [3,3-diniethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl]amide, 

l/y-Pyrrole-3-carboxylic acid [3, 3 -dimethyl- 1 S-(2-ethyl-4-oxo-tetrahydrofuran-3- 

ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofliran-3- 
ylcarbamoyi)-3,3-dimethylpentyl]amide, 

li/-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3 
ylcarbamoyl] -3 ,3 -dimethy Ipentyl } amide, 

1 //-Pyrrole-3 -carboxylic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

l//-PyTrole-3 -carboxylic acid [3,3,4-trimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran- 
3S-ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3 -carboxylic acid [3,3,4-trimethyl -lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3 -carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl)-3,354-trimethylpentyl]amide. 
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l//-Pyrrole-3-carboxylic acid { lS-[2-(2-dimethylaniinoethyl)-4-oxo-tetrahycirofuran-3- 
ylcarbamoyl] - 3 ,3 ,4-trimethylpentyl } amide, 

1 //-Pyrrole-3 -carboxylic acid [3 ,3 ,4-trimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)pentyl] amide, 

l//-Pyrrole-3-carboxylic acid [3,4-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofliraii-3S- 
ylcarbamoyl)pentyl] amide, 

l//-Pyrrole-3-carboxylic acid [3,4-dimethyHS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
yIcarbamoyl)pentyl]amide, 

l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,4-dimethylpentyl] amide, 

l//-Pyrrole-3-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrof^lran-3- 
ylcarbamoyl] -3 ,4-dimethylpentyl } amide, 

l^-Pyrrole-3 -carboxylic acid [3 ,4-dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

l//-Pyrrole-3-carboxylic acid [4,5-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)hexyl]amide, 

l//-Pyrrole-3-carboxylic acid [4,5-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)hexyl] amide, 

l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
y lcarbamoyl)-4, 5 -dimethylhexyl] amide, 

l//-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl]-4,5-dimethylhexyl}amide, 

l//-Pyrrole-3-carboxylic acid [4,5-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)hexyl] amide, 

l//-Pyrrole-3-carboxylic acid [3-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-3-phenylbutyl]amide, 

l//-PyiTole-3-carboxylic acid [3 -methyl- 1 S-(2-ethyl-4-oxo-tetrahydrofiiran-3 - 
ylcarbamoyl)-3-phenylbutyl] amide, 

l//-Pyrrole-3-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3-methyl-3-phenylbutyl]amide, 

l//-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoy 1] -3 -methyl-3 -phenylbutyl } amide, 



1718-0195P 





- 155 - 



li/-Pyrrole-3-carboxyIic acid [3-methyl-lS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-S -ylcarbamoy l)-3 -pheny Ibutyl] amide, 

l//-Pyrrole-3-carboxyiic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofiiran-3S- 
ylcarbamoyl)-4-pheny Ibutyl] amide, 

l//-Pyrrole-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-phenylbutyl]amide, 

l/f-PyiTole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofliran-3- 
ylcarbamoyl)-3,3-dimethyl-4-phenylbutyl]amide, 

l//-PyiTole-3-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl] -3 ,3 -dimethyl-4-phenylbutyl } amide, 

l//-Pyrrole-3-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)-4-phenylbutyl]amide, 

l^-'Pyrrole-3-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetxahydrofuran-3S- 
ylcarbamoyl)-5-phenylpentyl]amide, 

li/-Pyrrole-3-carboxylic acid [3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-5-phenylpentyl]amide, 

l//-Pyrrole-3-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
y lcarbamoyl)-3 ,3 -dimethyl-5 -phenylpenty 1] amide, 

l//-Pyrrole-3-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3- 
ylcarbamoy 1] -3 ,3 -dimethyl-5 -phenylpentyl } amide, 

l//-Pyrrole-3-carboxylic acid [3 ,3-dimethyl- 1 S-(4-oxO"-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)-5-phenylpentyl]amide, 
Ar-[3,3-dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofuran-3 S- 
ylcarbamoyl)butyl]benzamide, 

A^-[3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydroflu-an-3-ylcarbamoyl)butyl]bei^^ 

Ar-[lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl)-3,3- 

dimethylbutyl]benzamide, 

N'{\ S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3-ylcarbamoyl]-3,3- 
dimethylbutyl } benzamide, 

iV- [3 ,3 -dimethyl- 1 S -(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3- 
ylcarbamoyl)butyl]ben2amide, 

A^-[4-methyl- 1 S-(2S-methyl-4-oxo-tetrahydrofiiran-3 S-ylcarbamoyl)pentyl]benzamide, 



JSr-[4-methyl-lS-(2-ethyl-4-oxo-tetrahydrofiiran-3-ylcarbamoyl)pen 
N- [ 1 S-(2-carbainoylmethyl-4-oxo-tetrahydrofuran-3 -ylcarbamoyl)-4- 
methylpentyljbenzamide, 

A^-{ 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran-3-ylcarbamoyl]-4- 
methylpentyl } benzamide, 

iV-[4-me1hyl-l S-(4-oxo-2-pyrrolidin-l -ylmethyl-tetrahydrofuran-^ 
ylcarbamoyl)pentyl]benzamide, 

iV-[3,3-dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofuran-3 S 
ylcarbamoyl)pentyl]benzainide, 

A^-[3,3-dimethyl-lS-(2-ethyl-4-oxo-tetrahydrofiH'an-3-ylcarbamoyl)penty^ 
A^- [ 1 S-(2-carbamoy lmethyl-4-oxo-tetrahydrofuran-3 -ylcarbamoyl)-3 ,3- 
dimethylpentyl]benzamide, 

A^- { 1 S- [2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3-ylcarbamoyl] 
dimethylpentyl}benzamide, 

iV-[3,3-dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]ben2amide^-[3,3 ,4-trimethyl- 1 S-(2S-methyl-4-oxo- 
tetrahydrofuran-3S-ylcarbamoyl)pentyl]beiizamide, 
iV-[3,3,4-trimethyl -1 S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
y lcarbamoyl)pentyl] benzamide, 

N- [ 1 S-(2-carbainoylmethyl-4-oxo-tetrahydrofuran-3 -ylcarbamoyl)-3 ,3 ,4- 
trimethylpentyljbenzamide, 

A^-{ 1 S-[2-(2-dimethylaminoethyl)-4-oxo4etrahydrofuran-3-ylcarbainoyl]- 3,3,4- 
trimethylpentyl }benzainide, 

N'[3,3 ,4-trimethyl- 1 S-(4-dxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3- 
ylcarbamoyl)pentyl]benzamide, 

iN^[3,4-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-^ 
ylcarbamoyl)pentyl]benzamide, 

A^-[3,4-dimethyl- 1 S-(2-ethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl)pen 
A^-[ 1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl)-3 ,4- 
dimethylpentyljbenzamide, 

N-{1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrof\iran-3-ylcarbamoyl]-3,4- 
dimethylpentyl } beiizamide. 
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AA-[3,4-dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3- 
ylcarbamoy l)penty 1] benzamide, 

iV-[4,5-dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)hexyl]benzainide, 

iV-[4,5-dimethyl- 1 S-(2-ethyl-4-oxo-tetrahydroftiran-3-ylcarbamoyl)hexyl]benzamide, 

Ar-[lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl^ 

dimethylhexyl]benzamide, 

N'{1 S-[2-(2-dimethylaminoethyl)-4-oxo-te1rahydrofuran-3-ylcarbamoyl]-^ 
dimethylhexyl } benzamide, 

A^^^jS-dimethyl-l S-(4-oxo-2-pyiTolidin-l -ylmethyl-tetrahydrofiu*an-3- 
ylcarbamoyl)hexyl] benzamide, 

A^-[3-methyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S-ylcarbamoyl)-3- 
phenylbutyl]benzamide, 

Ar-[3-methyl-lS-(2-ethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl)-3- 
phenylbutyl]benzamide, 

Ar-[lS-(2-carbamoylmethyl-4-oxo-tetrahydrotoan-3-ylcarbamoyl)-3-met^^ 
phenylbutyljbenzamide, 

iV- { 1 S- [2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3 -ylcarbamoyl] -3-methyl-3- 
phenylbuty 1 } benzamide, 

A^- [3 -methyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3 -ylcarbamoyl)-3 - 
phenylbutyljbenzamide, 

iV-[3 ,3 -dimethyl- 1 S-(2S-methyi-4-oxo-tetrahydrofuran-3 S-ylcarbamoyl)-4- 
phenylbutyijbenzamide, 

N-[3,3 -dimethyl- 1 S -(2-ethyl-4-oxo-tetrahydrofliran-3 -ylcarbamoyl)-4- 
phenylbutyl]benzamide, 

A^-[lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3-ylcarbamoyl)-3,3-dimethyl^ 
phenylbutyljbenzamide, 

A^- { 1 S - [2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3 -ylcarbamoyl] -3 ,3 -dimethyl- 
4-phenylbutyl } benzamide, 

N-[3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl-tetrahydrofuran-3 -ylcarbamoyl)-4- 
phenylbutyl]benzamide. 
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A^~[3,3-dimethyl-lS-(2S-methyl-4-oxo-tetrahydrofuran-3S-ylcarbam 
pheny Ipenty 1] benzamide, 

A^-[3,3-dimethyl-lS-(2-ethyl-4-oxo-telTahydrofuran-3-ylcarbamoyl)-5- 
phenylpentyljbenzamide, 

N'[l S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3 -ylcarbamoyl)-3 ,3 -dimethy 1-5 - 
phenylpentyl]benzamide, 

1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran-3-ylcarb 
5-phenylpentyl } benzamide, 

A^-[3 ,3-dimethyl- 1 S-(4-oxo-2-pyiTolidin- 1 -ylmethyl-tetrahydroto 
phenylpenty 1] benzamide, 

Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahyd^ofu^an-3S• 
ylcarbamoyl)butyl]amide, 

Morphoiine-4-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)butyl]amide, 

Morpholine-4-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3,3-dimethylbutyl]amide, 

Morpholine-4-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran- 
3 -ylcarbamoyl] -3 ,3 -dimethylbutyl } amide, 

Morpholine-4-carboxylic acid [3,3-dimethyM S-(4-oxo-2-py^^olidin-l-ylmethyl- 
tetrahydrofuran-3 -y Icarbamoy l)buty 1] amide, 

Morpholine-4-carboxylic acid [4-methyl-l S-(2S-methyl-4-oxo-tet^ahyd^ofuran-3S- 
y lcarbamoyl)pentyl] amide, 

Morpholine-4-carboxylic acid [4-methyl-lS-(2-ethyl-4-oxo-tetrahydro£uran-3- 
ylcarbamoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-methylpentyl]amide, 

Morpholine-4-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydroftiran- 
3 -ylcarbamoyl]-4-methylpentyl } amide, 

Morpholine-4-carboxylic acid [4-methyl- 1 S-(4-oxo-2-pyrrolidin- 1 -ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [3 ,3 -dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofliran-3S- 
ylcarbamoyl)pentyl] amide. 
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Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tet^ahyd^ofu^an-3- 
ylca^baInoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [1 S-(2-carbanioylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoy l)-3 ,3 -dimethylpenty 1] amide, 

Morpholine-4-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3 -ylcarbamoy 1] -3 ,3 -dimethylpenty 1 } amide, 

Morpholine-4-carboxylic acid [3 ,3 -dimethyl- 1 S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)penty 1] amide, 

Morpholine-4-carboxylic acid [3,3,4-trimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran- 
3 S-ylcarbamoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [3,3,4-trimethyl -lS-(2-ethyl-4-oxo-tetrahydrofuran-3- 
y lcarbamoyl)penty 1] amide, 

Morpholine-4-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,3 ,4-trimethylpentyl]amide, 

Morpholine-4-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3-ylcarbamoyl] - 3 ,3 ,4-trimethylpentyl } amide, 

Morpholine-4-carboxylic acid [3,3,4-trimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [3,4-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)pentyl] amide, 

Morpholine-4-carboxylic acid [3,4-dimethyl-l S-(2-ethyl-4-oxo-tet^ahyd^ofu^an-3- 
y Icarbamoy l)pentyl] amide, 

Morpholine-4-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3 ,4-dimethylpentyl] amide, 

Morpholine-4-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3-ylcarbamoyl]-3 ,4-dimethylpentyl } amide, 

Morpholine-4-carboxylic acid [3,4-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3-ylcarbamoyl)pentyl]amide, 

Morpholine-4-carboxylic acid [4,5-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)hexyl] amide, 

Morpholine-4-carboxylic acid [4,5-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofiiran-3- 
ylcarbamoyl)hexyl]amide. 
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Morpholine-4-carboxylic acid [lS-(2-carbamoylmethyl-4-oxo-tetrahy<irofuran-3- 
ylcarbamoyl)-4,5-dimethylhexyl]amide, 

Morpholine-4-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3 -y Icarbamoy 1] -4 , 5 -dimethy Ihexy 1 } amide, 

Morpholine-4-carboxylic acid [4,5-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)hexyl]amide, 

Morpholine-4-carboxylic acid [3 -methyl- lS-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-3-phenylbutyl]amide, 

Morpholine-4-carboxylic acid [3 -methyl- 1 S-(2-ethyl-4-oxo-tetrahydrofiiran-3 - 
ylcarbamoyl)-3-phenylbutyl] amide, 

Morpholine-4-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-3-methyl-3-phenylbutyl]amide, 

Morpholine-4-carboxylic acid { 1 S-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3 -ylcarbamoyl]-3 -methyl-3 -phenylbutyl } amide, 

Morpholine-4-carboxylic acid [3-methyHS-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofiiran-3-ylcarbamoyl)-3-phenylbutyl]amide, 

Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-4-phenylbutyl]amide, 

Morpholine-4-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tetrahyd^ofu^an-3- 
ylcarbamoy l)-3 ,3 -dimethyl-4-pheny Ibutyl] amide, 

Morpholine-4-carboxylic acid {lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofiiran- 
3-ylcarbamoyl]-3 ,3 -dimethyl-4-phenylbutyl } amide, 

Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyiTolidin-l-ylmethyl- 
tetrahydrofuran-3 -ylcarbamoyl)-4-phenylbutyl] amide, 

Morpholine-4-carboxylic acid [3 ,3 -dimethyl- 1 S-(2S-methyl-4-oxo-tetrahydrofuran-3S- 
ylcarbamoyl)-5-phenylpentyl]amide, 

Morpholine-4-carboxylic acid [3, 3 -dimethyl- 1 S-(2-ethyl-4-oxo-tetrahydrofuran-3- 
ylcarbamoyl)-5-phenylpentyl]amide, 

Morpholine-4-carboxylic acid [1 S-(2-carbamoylmethyl-4-oxo-tet^ahyd^oftl^an-3- 
ylca^bamoyl)-3,3-dimethyl-5-phenylpentyl]amide, 
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Morpholine-4-carboxylic acid { lS-[2-(2-dimethylaminoethyl)-4-oxo-tetrahydrofuran- 
3 -ylcarbamoyl] -3 ,3 -dimethyl-5 -phenylpentyl } amide, 

Morpholine-4-carboxylic acid [3,3-dimethyl-l S-(4-oxo-2-pyrrolidin-l-ylmethyl- 
tetrahydrofliran-3 -y lcarbamoyl)-5 -phenylpentyl] amide, 
or a phamiaceutically acceptable salt thereof. 

13. A pharmaceutical composition comprising a compound according to any 
preceding claim and a pharmaceutically acceptable carrier. 

14. A method of inhibiting the cysteine protease Cathepsin S which comprises 
administering to a patient in need thereof an effective amount of a compound 
according to claim 1 . 

15. A method of inhibiting the cysteine protease Cathepsin S which comprises 
administering to a patient in need thereof an effective amount of a composition 
according to claim 13. 

16. A compound of the formula IV 



R6 




where 



Rl is R'C(=0)- or R'-S(=0)2- 
R' is 




X, = O, S, NH, 



1718-01.95P 




.jj.^ ^ ^ 



- 162 - 



W, Y, Z = CH, N; 

R" = single or multiple ring substitution combinations taken from: 

H, Cl-7-alkyl, C3-6-cycloalkyl, OH, SH, amine, halogen; 
R3 = Cl-7-alkyl, C2-C7 alkenyl, C3-7-cycloalkyl, Ar, Ar-Cl-7-alkyl, Ar-Cl-C7-alkyl; 
R4 = H, Cl-7-alkyl, C3-7-cycloalkyl; C2-7alkenyl, Ar, ArCl-7-alkyl; 
R5 = Cl-7-alkyl, hydroxy- or halo-substituted Cl-C7alkyl, halogen, Ar-Cl-7-alkyl, 
C0-3-alkyl-CONR3R4 or R*^; 



R\ R"' = H, Cl-7-alkyl; 
A = N, CH; 

B = N, O, S, CH; 

R"" = absent when B = O, S; or R''" = H, Cl-7-alkyl when B = N, CH; 
RvHi = o, Cl-7-alkyl; 

R6 = H, Cl-7-alkyl, Ar-Cl-7-alkyl, Cl-3-alkyl-S02-R'^ Cl-3-alkyl-C(0)-NHR''' or 
CH2XAr; 

R'" is Cl-7 alkyl, ArCl-7-alkyl or C3-6-cycloalkyl; 
and pharmaceutically acceptable salts thereof. 

17. A compound according to claim 16, wherein R4 and/or R6 are hydrogen. 

18. A compound according to claim 16, wherein Rl is R'C(O). 

19. A compovuid according to claim 1 8, 



R'V = 




where n = 1-3, m = 1-3; 




20. A compound according to claim 19, wherein R' is fiir-3-yl or thien-3-yL 

21. A compound according to claim 19, wherein is phenyl having multiple 
substitutions selected from CI -7 alkyl, C3-6-cyclocalkyl, OH, SH, amine and halogen. 

22. A compound according to claim 21 wherein the substitutions are at the 3 and 4 
position of the phenyl. 

23. A compound according to claira 16 wherein R3 has the S stereochemistry. 

24. A compound according to claim 23, wherein R3 is n-butyl, t-butyl, 3-(2,2- 
dunethylpropyl), 4-(2-methylbutyl), 4-(3,3-dimethylbutyl), 4-(3,3-dimethyl-2- 
methylbutyl), 4-(3-methyl-2-methylbutyl) or 5-(2-methyl-3- methylpentyl). 

25. A compound according to claim 24, wherein R3 is t-butyl, 3-(2,2- 
dimethylpropyl) or 4-(3,3-dimethyl-2-methylbutyl). 

26. A compound according to claim 16, wherein R3 is C3-C6 cycloalkyl. 

27. A compound according to claim 26 wherein R3 is the side chain of L- 
cycohexylalanine or L-cyclopentylalanine. 

28. A compound according to claim 16, wherein R5 is CH3, C2H5, CH2OH, CH2Ar, 
CH2CONH2, (CH2)2CONH2, 




29, A compound according to claim 28, wherein R5 is CH3, CH2CH3 or CH2OH. 



30. A compoimd according to claim 16, wherein R5 has (S) stereochemistry. 



31. A compound according to claim 30, wherein the pyranone 4-bond also has the 
(S) stereochemistry. 



32. A compound according to claim 16 wherein R5 has the (R) stereochemistry. 



33. A compund according to claim 32 wherein the pyranone 4-bond also has the 
(R) stereochemistry. 



34. A compound selected from the group consisting of 

Furan-3-carboxylic acid (liS)-[3,3-dimethyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-butyl]-amide 

Furan-3 -carboxy lie acid (IS)- [2-cyclohexyl- 1 -(3 -methyl-5 -oxo-tetrahydro-pyran-4- 
ylcarbamoy l)-ethy 1] -amide 

(liS)-iV-[3,3-Dimethyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-buty^ 
benzamide 

(15)-iV-[2-Cyclohexyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]- 
benzamide 

( 1 S)'N- [3 ,3 -Dimethyl- 1 -(3 -methyl^S -oxo-tetrahydro-pyran-4-ylcarbamoyl)-butyl] -4- 
hydroxy-3 -methy 1-benzamide 

(15)-A^-[2-Cyclohexyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]-4- 
hydroxy-3-methyl-benzamide 

Furan-3-carboxylic acid (15)-[2-cyclopentyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4- 

ylcarbamoyl)-ethyl] -amide 

(15)-A^-[2-Cyclopentyl-l-(3-methyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]- 
benzamide 

( 1 5)-7V-[2-Cyclopentyl- 1 -(3-methyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]-4- 
hydroxy-3 -methy 1-benzamide 
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Furan-3-carboxylic acid (l*S)-[3,3-dimethyl-l-(3-ethyl-5-oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-butyl]-amide 

Furan-3-carboxylic acid (liS)-[2-cyclohexyl-l-(3-ethyl-5-oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-ethyl]-amide 

( 1 S)-N- [3 ,3 -Dimethyl- 1 -(3 -ethyl-5-oxo-tetrahydro-pyran-4-ylcarbainoyl)-butyl] - 
benzamide 

(15)-A^-[2-Cyclohexyl-l-(3-ethyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-e1h^ 
benzamide 

( 1 S)-N' [3 3 -Dimethyl- 1 -(3 -ethyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-butyl] -4- 
hydroxy-3 -methyl-benzamide 

( 1 iS)-A^-[2-Cyclohexyl- 1 -(3 -ethyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl] -4- 
hydroxy-3 -methyl-benzamide 

Furan-3-carboxylic acid (15)-[2-cyclopentyl-l-(3-ethyl-5-oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-ethyl] -amide 

( 1 S)-N- [2-Cyclopentyl- 1 -(3-ethyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]- 
benzamide 

( 1 S)-N- [2-Cyclopentyl- 1 -(3-ethyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]-4- 
hydroxy-3 -methyl-benzamide 

Furan-3 -carboxylic acid (IS)- [3 ,3 -dimethyl- 1 -(3 -propyl-5 -oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-butyl] -amide 

Furan-3 -carboxylic acid (lS)-[2-cyclohexyl-l-(3-propyl-5-oxo-tetrahydro-pyran-4- 

ylcarbamoyl)-ethyl] -amide 

( 1 S)-N- [3 ,3 -Dimethyl- 1 -(3 -propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-butyl] - 
benzamide 

(IS)-N- [2-Cyclohexyl- 1 -(3 -propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl] - 

benzamide 

( 1 5)-A/-[3 ,3-Dimethyl- 1 -(3-propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-butyl]-4- 
hydroxy-3-methyl-benzamide 

(15)-A^-[2-Cyclohexyl-l-(3-propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]-4- 
hydroxy-3 -methyl-benzamide 

Furan-3 -carboxylic acid (lS)-[2-cyclopentyl-l -(3-propyl-5-oxo-tetrahydro-pyran-4- 
ylcarbamoyl)-ethyl] -amide 

( 1 S)'N' [2-Cyclopentyl- 1 -(3 -propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]- 
benzamide 

( 1 S)-N- [2-Cyclopentyl- 1 -(3 -propyl-5-oxo-tetrahydro-pyran-4-ylcarbamoyl)-ethyl]-4- 

hy droxy-3 -methyl-benzamide 

and pharmaceutically acceptable salts thereof 



35. A compound according to claim 34 having the 3S,4S configuration. 



36. 



A compound according to claim 34 having the 3R,4R configuration. 
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37. A pharmaceutical composition comprising a compound according to claim 16 
and a pharmaceutically acceptable carrier. 

38. A pharmaceutical composition comprising a compound according to claim 34 
and a pharmaceutically acceptable carrier. 

39. A method of inhibiting the cysteine protease Cathepsin S which comprises 
administering to a patient in need thereof an effective amount of a compound 
according to claim 16. 

40. A method for the preparation of a compound as defined in claim 1 6, comprising 
the steps of manipulating the protecting groups on a suitably protected carbohydrate 
derivative to effect deoxygenation at the anomeric postion, introducing the R5 
substituent via a ketone functionality, for example by Wittig chemistry, introducing the 
4-amino group by further manipulation of the remaining carbohydrate oxygen 
functionality to provide a protected 4-amino-5 -substituted pyranone, N-extending the 
amine function using peptide chemistry and adding the R'C(=0) or R'S(=0)2 capping 
group. 



41. A method for the preparation of a compound as defined in claim 16, comprising 
the steps of diazotising an O-protected, acyclic carboxylic derivative of a suitably 
derivatised 3-amino-4-substituted lactone, cyclising the diazomethylketone produced to 
afford a protected 4-amino-5-substituted pyranone, N-extending the amine function 
using peptide chemistry and adding the R'C(=0) or R'S(=0)2 capping group 



